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GI 



Z-A- (Rl) n 




AB The title compds . (I) [wherein A = an 8-, 9-, 10-, 12- or 13-membered 
bicyclic or tricyclic ring optionally containing 1-3 O, N, and/or S 
heteroatoms; Z = O, NH, S, CH2, or a bond; n = 0-5; m = 0-3; R2 = H, OH, 
halo, CN, N02, CF3, alkyl (sulf anyl ) , alkoxy, NR3N4 , or R5X1; R3 and R4 = 
independently H or alkyl; XI = a bond, O, CH2 , OC(O), CO, S, SO, S02, 
NR6CO, CONR7, S02R8 , NR9S02 , or NR10; R5 = H or (un) substituted alkyl, 
alkenyl, alkynyl, or heterocyclyl , etc.; R6-R10 = independently H or 
(alkoxy) alkyl] were prepared for use in the production of an antiangiogenic 
and/or vascular permeability reducing effect in warm-blooded animals. For 
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instance, II was synthesized in a 9-step sequence starting with the 
cyclization of 2 -amino-4 -benzyloxy-5-methoxybenzamide using Gold's reagent 
in dioxane to form 7-benzyloxy-6-methoxy-3 , 4 -dihydroquinazolin-4 -one 
(84%) . I and the pharmaceutically acceptable salts thereof inhibit the 
effects of VEGF, a property of value in the treatment of a number of disease 
states including cancer and rheumatoid arthritis (no data) . 
IT 288382-76-3P, 6-Methoxy-4- (2 -methylindol-5-yloxy) -7- [2- (N-methyl-N- 
methylsulfonylamino) ethoxy] quinazoline 288384-42-9P, 

4- (Indol -5 -yloxy) -6-methoxy-7- [3- (N-methyl-N-methylsulfonylamino) propoxy] q 
uinazoline 288384 -49-6P , 6-Methoxy-4- (2 -methylindol-5-yloxy) -7- 
[3 - (N-methyl-N-methylsulfonylamino) propoxy] quinazoline 
288384-50-9P, 6-Methoxy-7- [3- (N-methyl-N- 
methylsulfonylamino) propoxy] -4- (quinolin-7-yloxy) quinazoline 
288384-51-0P, 6-Methoxy-7- [3 - (N-methyl-N- 
methylsulfonylamino) propoxy] -4- (4 -methylquinolin-7-yloxy) quinazoline 
288384-59-8P, 4- (2 , 3 -Dimethyl indol -5 -yloxy) -6 -methoxy-7 - [3- (N- 
methyl -N-me thy lsulf onylamino) propoxy] quinazoline 2883 84 -7 8- IP , 
6-Methoxy-4- (3-methylindol-5-yloxy) -7- [3- (N-methyl-N- 
methylsulfonylamino) propoxy] quinazoline 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(angiogenesis inhibitor; preparation of quinazolines as angiogenesis 
inhibitors by cyclization of 2-aminobenzamides and subsequent 
derivatization) 
RN 288382-76-3 CAPLUS 

CN Methanesulfonamide, N- [2- [ [6 -methoxy-4 - [ ( 2 -methyl -1H- indol- 5 -yl ) oxy] - 7- 
quinazolinyl] oxy] ethyl] -N-me thyl- (9CI) (CA INDEX NAME) 




RN 288384-42-9 CAPLUS 

CN Methanesulfonamide, N- [3- [ [4- (1H- indol -5 -yloxy) -6 -methoxy-7- 
quinazol inyl] oxy] propyl] -N-me thyl- (9CI) (CA INDEX NAME) 
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O 



Me- S= 0 




H 



RN 288384-49-6 CAPLUS 

CN Methanesulfonamide, N- [3- [ [6-methoxy-4 - [ (2-methyl-lH-indol-5-yl) oxy] -7- 
quinazolinyl] oxy] propyl] -N-methyl- (9CI) (CA INDEX NAME) 



O 
II 

Me- S= O 




RN 2 88384-50-9 CAPLUS 

CN Methanesulfonamide, N- [3 - [ [6-methoxy-4 - (7-quinolinyloxy) -7- 
quinazolinyl] oxy] propyl] -N-methyl - (9CI) (CA INDEX NAME) 




RN 288384-51-0 CAPLUS 

CN Methanesulfonamide, N- [3- [ [6-methoxy-4 - [ (4-methyl-7-quinolinyl) oxy] -7- 
quinazolinyl] oxy] propyl] -N-methyl- (9CI) (CA INDEX NAME) 
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Me 




RN 288384-59-8 CAPLUS 

CN Methanesulf onamide, N- [3 - [ [4 - [ (2 , 3 -dimethyl -lH-indol- 5 -yl) oxy] -6-methoxy-7- 
quinazolinyl] oxy] propyl] -N-methyl- (9CI) (CA INDEX NAME) 



Me~ S= O 




RN 288384-78-1 CAPLUS 

CN Methanesulf onamide, N- [3- [ [6-methoxy-4 - [ (3 -methyl -IH-indol- 5 -yl) oxy] -7- 
quinazolinyl] oxy] propyl] -N-methyl- (9CI) (CA INDEX NAME) 



0 
II 

Me- S— O 




H 



IT 288384-46-3P, 4- (4 -Bromo-2 - f luorophenoxy) -6 -methoxy-7- [3- (N- 
methylsulf ony 1 amino ) propoxy] quinazoline 288384-47-4P, 
4- (4 -Bromo-2 -f luorophenoxy) -6-methoxy- 7 - [3- (N-methyl -N- 
methylsulfonylamino) propoxy] quinazoline 288384 -48-5P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
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(Reactant or reagent) 

(intermediate; preparation of quinazolines as angiogenesis inhibitors by 
cyclization of 2 -aminobenzamides and subsequent derivatization) 
RN 288384-46-3 CAPLUS 

CN Methanesulfonamide, N- [3- [ [4- (4 -bromo-2 -f luorophenoxy) -6-methoxy-7- 
quinazolinyl] oxy] propyl] - (9CI) (CA INDEX NAME) 



T3 

II 

Me- S- NH~ (CH 2 ) 3- 0. 

II 

0 

MeO' 
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4 



/ 



RN 288384-47-4 CAPLUS 

CN Methanesulfonamide, N- [3- [ [4- (4 -bromo-2 -f luorophenoxy) -6-methoxy-7- 
quinazolinyl] oxy] propyl] -N-methyl- (9CI) (CA INDEX NAME) 




RN 2 8 8384-48-5 CAPLUS 

CN Methanesulfonamide, N- [3- [ (1, 4-dihydro-6-methoxy-4-oxo-7- 
quinazolinyl) oxy] propyl] -N-methyl- (9CI) (CA INDEX NAME) 
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Me— S= O 

I 

Me-N- (CH 2 ) 3-0. 

MeO' 
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